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Abstract 

Compds. of formula I (R1 = acyl, carbamoyl, alkoxyalkyl, etc.; R2 = substituted Ph or heterocycle; R3 = Ph, heterocycle, 
alkenyl, etc.) are suitable as active ingredients in fungicides for agricultural use against plant pathogens such as Botrytis 
cinerea, Sphaerotheca fuliginea, Erysiphe graminis, S. humull, Uncinuia necator, Podosphaera leucotricha, Venturia 
inaequalis, V. nashicola, Gymnosporangium yamadaerAlterniaria kikuchiana, A. mali, Puccinia striiformis, P. graminis, P. 
recondita, P. hordei, etc. Thus, 0.16 g of N-acetyl-N-(2-phenyl)phenyl 4-trifluoromethyl-2-methylthiazole-5-carboxamide is 
prepd. by acetylation of 0.20 g N-(2-phenyl)phenyl-4-trifluoromethyl-2-methylthiazole-5-carboxamide with 0.07 g anhyd. 
acetic acid. 




THIS PAGE BLANK (uspto) 



<19)B*BHMffi" (JP) 02) |f ^ 1^ ^ ^ (A) 



(ll)ftfttBH&W#^ 

WW8-176112 

(43)&ISB ¥^8^(1996)7^9 5 



(51)IntCL e 
C 0 7 D 213/78 
AO IN 43/08 
43/26 
43/32 
43/54 



■one* jfftmmn 

B 



F I 



m*m<D&2 ol (£21 jo ®»h^< 



(21)tUH## 


ttB?6 -320411 


(71)ffiBA 


000003126 










(22)£HKB 


¥&6^(1994)12)?22B 




«fflK®*tH=Te 2 # 5 # 






(72)389Mf 
























(72)369i# 


WJU 








^^iKIitrMt»1144#jfi =#Jfffifc¥ 














mmmm 


/lift Xtt 
























«*Hfc«< 



(54) [lew©*!*] N, N-5W7-U>»J9*6«fc«Cin*^»J«»i-rSjftHS, 

(57) ami 
mm -w& (i) 



R 2 0 R 3 



(1) 



1-ftjM*JftMML 

-jfts* (l) "T**3iiSN, N— s>tt&T= 



-1- 



[?S*S1] -«W (1) (ftl) 
[ftl] 



"Air 



CD 



[ft 2] 



H 

A-1 A-2 

(ss«f, r 4 \mm&i~8m<oT/v*,vm. mm&i 

tt^HfiS 1 ~ 8 mOT/u^/umhi as/US** 
U R 8 tt««»l~8flor^*A«, «**1~8 
(BOT^a^^TyW^SSrSt, R 7 I4$iff$:l ~8 



A-3 A- 4 

f@<Dr/p*/ws*^-f 0 ) r 2 ttjarroft^a; «k 3) 
u 

[ft 3] 



or, CF '^ cX Jt£ 



Me 
B-2 



B-3 



B-4 



B-5 



Y R 8 
B-6 



He 

B-7 



N R 8 
B-8 



m<P % R 8 ttAnfylf, !S*jRl~8fi©TA'* 



WrtUK-T**-*-) R 3 tt«Troft^SC (ft 4) 
5 C - l &v > L C - 9 m vf ti^fOS^jtftl-S,, 
[ft 4] 



C-1 



C-2 



C-3 



C-4 



C-5 



C-6 C-7 

v*-ct>J:v\ ) ] -c*^$tv5N, N-sHHftT=yv« 
[fg*3®2j f»#jf iiE«<oN, N-^s&x~y > 

[000 1] 



[M*±<£*UJS#fJ] **WHtT 5 K*oai*JK-T-k:T 

[0 0 0 2] 



-2- 



«*/W2R>UT^ KtLTW:5 f 6 -S>fc Kn- 2 

1 , 4 V- 3 -*/Utf*i/T~ y K 

-4, 4-^^vm^^a*t«R, 3, 
n - 6 2H—\fy >— 5 !J 

m^*ost«Bij:»i-*«jii#ji: LTrfrjRSti-c^ 

[0 0 0 3] Pestic. Sci. , 3 8 , 1 

-7 (1 9 9 3) \a*. f7^;^;^yST^ K# 
3^itt»*IW^#ftH»rs^tK:J:9, Rh 
i z o c t o n i a LTf§ttS:^Pt"5 £ t , A u 

st. J . C h e m. , 3 6 , 135-147 (198 

3) \ax t^/^/^vsrn^TOcRhi 
z o c t on i &mzttisxm&%fi*tz>zk&mmts 

[0004] -MI¥5~2 2 1, 9 9 4^«*5d: 
(Jfi»B¥6-1 9 9, 8 0 3f&*ttt, T^y^o 

l^wffS^^^srxy MHtfRfeatr* (Bo 

torytisi) \£%}&&%-rZZ.h&WM£tlX^ 

-A -f 

H 

A-1 A-2 

[0010] R 4 1 ~ 8 ^T^A- 

A*Sr, R 5 H[«**l-'8«<or/^^/^X*)5v^«:7 
*~/w*fc*U R 6 f*K**l-8fl<DT^/u*, 




B-1 B-2 
B-5 b-6 

[0012J (Sf, r 8 tt^pfyi^ 
***5^iMt*JK?t:*i-) r 3 cmT^ft^a; (ft 



T5 K<oa^JS^±(C7K*JS^^#LfcfcOT?*)f3, * 
[0 0 0 5] 

[0 006] 

mn&fm^m^i'tctb, «i«*wufc«r*, n, n- 
[0007] bp*>, -*5* (1) (fts) 

[0 0 0 8] 
[ft 5] 

R«f, R 1 «tKT©fl^C (ft 6) -eaSftSA-l 

[0 0 0 9] 
[ft 6] 

A-3 A-4 

«**l-8fl<Z)r/w^*«r*1-o ) R 2 ttKT^fc: 
3*5t (ft 7) •C*S*x5B~l3fcV^LB-80V>-f^d* 

[0 0 11] 
[ft 7] 




B-7 B-8 



8) ■c*Sttac-l*v^LC-90V^1'ixd»<o«S:* 

[0 0 13] 
[ft 8] 



-3- 



C-1 C-2 C-3 C-4 C-5 

[0014] (5£>K R 9 fit***?, ftftft 1 ~ 8fl °' 8 [ 0 0 l C 5l ( 1 ) -CStSftST $ PR 

©7A4A«, «JMf!l~8flO/NBrA'*A'St, R *#tttfi»4{li^*-C* 9 , TEK££lftV*l,4 (ft 

10 , R 11 ****^ *fctt«3)»l~8fioryi'*A' 9) -?$ciStiZJ}m\£3i9. (2) 

Yja^H^fcSv^i^lST-^i-,, Sfcnli /U#>"8£TS Kt-JR* (3) , (4) , (5) ;S>5^ 

l*»6 3fl!>a»-eii*2£Lh©Sf, R 9 UR-tiot tt (6) ^3*iaft^*«U&AFfcTfcfilSStf «r 

r= y >mm#Rwmmftzm%u$.ftt u-c«m-« [ooiei 

»HSE«»mn-e*5. [ft 9] 



H > — > o 
<2) (3) 



kiss: 2 




[0 0 17] (SW, R 1 f±« Kjfc5U -c#*ib©Sa- 
l£> Rl£:S:2T?SlIEOgA-2Sr > 3 -CgJK© 

SA-3&, SJ6S;4 7?9trffi©SA-4Sr*U R 4 , 
R s , R 6 StfR 7 f4iifrfSiP]DIC*£^U Ztt&ijf 
fcL <»****■*. ) 

[0 0 18] *%W\zi&R-?Z ZmMt LTHtRfcte* 



Base 



Base 



Base 



Base 




(D 

[0 0 19] ^MKJStcffl^&nSifiSi: LTtiT/i' 

mt-r h y v a, y ? a*, y m©t 

^*y^js*3J:o t T^*y±!ii^M(D7ki?ft«i, 
fcmiti-hvt^ 7ks?ft*y^A, *iHfc*A'V^A 
if, T^*y^n<Drs k, mx-tivi-v&r?. h\ -r 
h y i>A7 § K<jf, tvw* y ^s*3j;tFr^* y 

wtti^m-r h y ^k* y & 



-4- 



y mm*m* y r/^yMr^^K « 

^ h^rVK, ^hy !?Axh^K, #y £A-t-^ 

w^tfhy^^r^^ t°y^, n, n-^ 
^-/i/r^y>. N-^^/i-^y^v, A^y^ % 4- 

jMhw-m*.*, ^-hy ^at^; K-e*a. 

? 2 = 9 — 



<HMK5t (2) ~?mt$inZ>%/i>tf>WtT$. Kfc»l/t 

[0 0 2 0] a±©«3g*jfekiJ:9 JBfi-CS**«Wfc 
(i) ©n, N-mrsjxiw^ 

2) , m2M (S3-8) , |g3^ 
(*9, 1 0) , mi 1-1 6) % ^5^ (* 

17, 18), (*1 9. 20), %7m Ot 2 

1, 2 2) RX^msm «23 % 2 4) fcJMfrTS. 
[00 2 1] 



(R 2 = 2 n n7x^;V©i^) 



[0 0 2 2] 



R 1 

XV 


p 3 
In. 
















*\ S S U-* " /V 
























^yyn^/w 










N - s ^yw# /w**-f /V 








N — f;w*;M*>f 




N - * fvlofr /I/ 


^y^n^^/W 


N - 7 ^—Aofc/W^^ 


:7 * =^;V 


N — y yW^-of /V 








7 x./ 


^y^n^^ix 








[^2] 


i 1^ (R 2 =2-^on7x^®$) 


R 1 


R 3 




4 y^n^/V 











[0 0 2 3] 



[^3] 

35 23c (R 2 =3- b9 7fr*u* 7A>- l-*T>v-4-\+yV }) 



-5- 



R 1 


3 

R 










Tirfvu, 














2 - ^ y 




2 - tf U vVW 




2 - tf !i ^ vvU 








5 yyf* J 9-y})si' 




1 - h^rW^/) 












2-^^/W 


J4)V 


5 -plfvl'- 2 -*?=.zl;\> 




3 -fx^ 




2 - 7 V ;v 




2 - tf y s*/u 




2 - tr y ^ 














R 1 


R 3 


;4>v 










^^^/^ 








2-^^/W 








3 — ^mrvU 




2 - ^ y 




2 - y 




2 - y ^ 








5 -4 y^-^ri^v^ y^ 
















2-^^/W 


•?9/4fr 


5 - ^ fyl'- 2 -fxx;l/ 




3 




2-^y/v 


79/4*' 


2 - f y 


79 J4>\> 


2 -try ^ 



-6- 



[0 0 2 5] 





IMS] 






R 1 


R 3 


~f$ J A A/ 




/ 4As 




~f9/4A' 


i- (y hw^;y) 3i^/i/ 










s<l/$ J «i )V 


2 —^3131/1/ 




5 — y ^Vl'— 2 — ^3in>rl/ 


J <iA> 


3-^3i^W 


*<>9 J 4 ?V 


2-7!J;i/ 




2 — tf y 




2 - tf y ^ 


-0/9 J4 A* 


5-fr % / y^ 


+*>1/9 /4 As 


5 — < y^-^r^^y/^ 




l- (y h*wsy) 3i^/i/ 












2-^31-y^ 




5 - > fvV- 2 -^31 :=:/!✓ 




3-^3i^/U 


-^r-y-y-r^ 


2-^y/l/ 










R 1 


R 3 




2 - tr y ^ 




2-t* y 


^*yrJ4A> 


5-^r^/y/u 








1- (y h^rW ^ / ) 3ifvP 


N — 31 ^71/^7 /w<*>f 




N -3i^vio&/w^-< 


^yr/n^n/i/ 


N - 3i fvu* /w*^ 


2-^31^/1/ 


N - 3i^/u^/w^^e>f ^ 


5 - y f-/^- 2 -^3i^i/u 


N - 3i ^vu# ;w<*4 


3-^3ir:/l/ 


N - 31 ^/Ujfc /W<*4 Jl> 


2-^yyi/ 


N — 3i^yl/>& A' 


2 — fc*y 


N-^fyl/^/W^^/l/ 


2 -try ^ ^ 


N -31^/1/^7/1/^^^ /U 


5-^r^/y/u 


N - ^^/U^yW^W A' 


s-> r ysMMJ-yy^ 


N - ^Atf/W^-f /!/ 


l- (y KW;/) 3i^/i/ 


N~y m /!/ 


7x3/1/ 


N - y ~A>$/1"<*:4 >V 


^fy^n^vP 



-7- 



N - y 31 ~/U%/W<*rs{ )V 



2 -fx-yl/ 

5 7*/V- 2 -^:x^yU 



[0 0 2 7] [3t7] 

fg2g (o^t) 



R 1 


R 3 




3-^^yw 


N-7x ^yU#yW^^ yW 


2-y])/^ 


N - 7 zc /W**4 ;u 


2 -if y vvu 


N-7i —yVofryW*^ yU 


2-tr y 


N - 7 3i —yl'y&yW^^ yU 


5-^r^/yyw 


N - y zn ~yW# /W^^f /V 




N - 7 3i nAofr/u/**^ 


1- F^rWU) ^^yu 


y ^st^jv 


^zc—yv 


y^J^ri/^^)V 


y y^n^nyu 


y^j ^yt^tv 


2 — ^rc-yW 


y 




y*;*i/*3-/i> 


3-^^yw 


yx.S^-i/t^/v 


2 — y y yw 


y t^/i* 


2 - tr y v^yv 


y^j^ri/^^/v 


2 - 1° y 




5-^r^yyw 


y^j *c*s*^)\> 


5-> r y^u-yyyi' 


y=.y*ci/*3-/u 


1- F^W^/) 




^ai^yv 














R 1 


R 3 




2-^-yu 




5—^*71/- 2 -f-^nylx 




3-^^yi^ 




2 - y y yi- 


^ h^So^yw 




^ h^^yv 


2-fy S *S)V 




S-^-T^ yyu 


h^i/^^yu 


5— r y^-tf-yyyu 




i - kw^/i ^fvu 




:7zn~yu 








2-^-yu 


h^ri/jc h^rv^^yu 


5-^^yU-2-^^^yU 




3 -5^— yp 




2-^yyi^ 


^ h^i/cx h^ri/^^yW 




-8- 





[0 0 2 9] 



[0 0 3 0] 





2 - try 


y h^ri/zn h^S^y^yU 


5 -fT/'y^ 


y h^>>rc h*is?<7vv 






X \ X 1 " «x i "> X / X ' *^ 




[£9] 






R 1 


R 3 














^ ✓M/v 










xf y^a^^ylx 


79 / 4 As 














xf y^n^ 


^iJ-xM/i' 


7x^ 






N - a: ^/UjU ;V/<, ^t4;V 




N - ^ fyl" * JW< * <i )V 




IN x^ y f'rAJ f"* *- 1 






xf y^n^^/i/ 


N-7x ^A'A /w^>f 


7x^ 


IN X -I~ • — / *^ Xv /VS -^1 /V 


-*1 x 7 x *-* * — 


;7;ny Sri^fvt/ 




— ^ x " ^ x y ^ *^ 


xf y ^n^^/iy 




[S10] 


!S3£ (o-3*) 




R 1 


R 3 



y hdrv/ai h^riyy^/U xfy^n^^yU 
[0 0 3 1] [£11] 

m^m (r 2 =4- h y ^ f/i/- 2 - ^ f 5 - fr / y 

) 

R 1 R 3 



-9- 





5 J-JV- 2 -^rn/U 












2-h°]) is;U 




2 - 1° U ^ S?/V 




s-^-ry y ^ 




5 — f ytty-yy a* 
















2-^—As 


^9 J 4 A" 


5-p< fvV- 2 -^n/w 


jjjv 




^9 J 4 As 


2-7 J/V 




2 - tr y s*/p 




2 - 1° y ^ i^/u 


^9 J4)\> 






[$12] 


B4m (o<5§) 




R 1 


R 3 


*.9 
















7n/^J>{)V 






5-^^-2-^^/U 




3 -J-oc-jV 


7*/<J4)\s 


2-7 V As 




2 - tr y vvW 




2 - tr y s s^u 








5 — f yurttvyfr 




1 - U ^W;/) a^/v 


79 J 4 As 




79 J 4 As 




79 J 4 A* 




79 J 4 A* 


5 -y 2 — ^x^/V 


79 J^fr 


3 -^;r;=:yV 


79 /J/v 


2-7'J/V 


79 JJfr 


2 - tr y 




[Si 3] 


%4m (o<j§ ) 




R 1 


R 3 


79 


2 - tr v s ^ 



-10- 



[0 0 3 4] 



[0 0 3 5] 







T^yf^ 






i- (y h#w^) 3i^/v 




7x^1/ 








.v2-^31^/U 




5 -y fvU- 2 


y-f/v- 


3-^3in^ 




2-7 y 








2 - tr y s ^/w 




5-fryp/v 








1 — (y h ^r-W * y ) 3i^yV 












2 men 




5 -y fvl— 2 ~^3i-/V 




3 — ^*jin/l/ 




[£14] 






R 1 


R 3 




2-7 y /V 


^iJ-y-ov 


2 - fc° y 




2-t°y 




s-^Ti/y/w 




y^-y-y y/i- 




l- (y ^y) 3i^ 


N - 3i fvk* /W^ * >f A' 


7x^ 






N - ^/UjJ /W**4 )V 


2 -^uss/P 




5-y ?vU-2-^3i^/U 




3 -^3i^yP 


N -^^/^/w^^e-f 


2-7 y/u 




2 - tr y i^/v 


N - 31 fvv;*7 / w< * >f 


2 - 1° y ^ ^ 


N — 3i f-jvjj / w < >f 


5-fryy;v 


N - in 5v^;& ^ ^ /I/ 






i- (y KW;/) 31^ 


N — 7 a: /W^>f 


7^3iylx 


N — 7:n ^/l/^7 /W<^r^f )V 




N — 7ai rvU;&/W<^>f /V 


2 -^3i^/V 




[*1 5] 






R 1 


R 3 



-11- 





5 — ^ TVl'— 2 — ^-m^yl/ 


N — 7x^;>*/W^>f /k 


3 — ^-.x. — 


N - 7 a: ^/i/^/i^^f ;v 


2 — 7 y 




2 — If U vvU 


,N — y 31 —yi^/W^^ /]✓ 


2 — tf y ^ 




f— -V ». / 11 




5— >T y^r^-iry y ^ 




1 — h 3rW ^ y ) =^^/V 


y^y^i/j^/is 


y^c—su 


y^j^y/^/v 




y^j**s*^?v 


2 —^xl—JV 


7 


5 — > ^/W- 2 -^nn/u 


y t^sv 


3 — 


7 ^/v 


2-7!i;l/ 


7*/*i/*m> 


2 - tT y $*>U 


7x./*i/*?-/i> 


2 - \f y ^ v 5 ;v 


y^S*c-y*3'/u 




y^;*i/**?-;v 


s-^y^fvy^ 











[0 0 3 6] 




[*1 6] 




fg4* <o<5*) 






R 1 


R 3 







^y7o^;u 






2 -^z=./U 






5 - y fyP- 2 -f-rc-/i/ 






3 






2-7U/V 




b*i/* s ?7l' 


2 -try ^/u 






2 - b° y ^ ^ 
















b A* 


1- KW;/) 




h^-y^b^-y*^ 


7x^;v 


/ 


b^i/^b^sti-^ 


-f y7n^^ 




b^^b*^*^ 


2 -^x^/U 




b*$/*'b*i/* t f-A' 


5-y 5vl/-2-^x-yu 




b*i/x. b*i/*TA' 


3-^x^;W 




b^i/=n b**s**A' 


2-7!);v 




b*f^ b^ist^fr 


2 - y V)v 






2-tf y 




b^i/^b^i/U-^ 


5-f7^ y/u 




b^-y^b^-y*^ 


5— r y^f-^y/u 




h^rvoi b A, 


1- h^W^) x-^/v- 



[0 0 3 7] 



[*1 7] 



£5£ (R 2 =3-^^/W-2-^3i=/U©*g-) 



[0 0 3 9] 



R 1 


R 3 










^9 J4>\> 




XL? ;j;v 






7i^ 












Yy^D^/w 




7j=;v 


^9 jjfr 


^y/D^;I/ 






^**y-f A' 


4 y/n^ 






N - a: /W^-f 


>f y/p^/i/ 


N - y f-Arjl A"** 4 /V 


7i^ 




V V~/ a ^< — /I/ 

'\ s s ^ /V 




7x-;l/ 












>Y y/n^/u 










R 1 


R 3 








Yy^n^/u 


y h^ri/oi h^i/^^/u 


7x^ 


y h^voi h^i/y^ 


-fyr/n^^/W 




[*19] 


^6^ (R 2 =2-^f;v-3-7y;^i^) 


R 1 


R 3 
















>( yy*w<^)V 




y*—;i> 












>fy7 , n^ 








^y^p^ 



-13- 



[0 0 4 0] 



[0 0 4 1] 



[0 0 4 2] 











^y-fu^ 






y^^/u 








—A' 


N - * /W<*>( JV 


y^~>^ 








-A" 


n - y a: —sux/u/^j /v 








^yy>n-< 


-A' 








y^;*i/*7-/u 




-A' 



[£2 0] 

mem (o<5#) 



R l R 3 



[£2 1] 

H$t (R 2 =2-^nn-3-K'!)^©S^) 

R 1 R 3 





y^—tv 










7i=^ 




/<<>V 






y^~;v 










7x^/1/ 






^y^n^^/U' 




y^~/u 








-;v 


^*f-y-r A' 


y^~;v 








-)\< 


N-^AO&Av^^ 


7i-^ 




N - 31 ^ A'* /W**j fV 


jyyu^^/u 


N ~ y fyU;* /W^'f /V 


y^—tv 






4 yyu^-su 


N-7x —A'^/W^'f 


y^^/u 




N-7x —A^/w^^f /I/ 


^yyu^z 


-A" 




y*~/u 




y^y ^r-y^^/u 


/fy7 P P^<: 





[£2 2] 

m7& (o<5#) 



-14- 



R 



y h^y^ 








y h^^h^y^ 




y h^^h^i/^^ 






[S23] 


S&8^ (R 2 =2-^n-3- 




R 1 


R 3 





y^n^y^ 










^y-r/w 








yy"n-< 


—yu 












—yi' 






















jy-fn^ 






y^nyw 






jy-fu^ 




N - 3i yl^ ^ >f yP 


y^~su 




N-^i ^vW;fryW^^yU 


jy-fxi^ 




N - y fvlofr yW*^ yU 






N-y^xJ/w^-f/i/ 






N-7i yW^^f ;V 






N-7s —yi^/w^^ yw 


yy-p^. 




y^y ^i/y fvu 


y=r.^/u 




7x;^ ?yi/ 







[0044] [S24] 



R 1 R 3 



y h^-i/y^/v 
y h^r^y^ 

y h^f^o: h^v^y^yb 



y^yw 
^y^n^^yi^ 
y^^yu 
-fy:/p-<~yp 



[0045] (i) 

( Botrytis cinerea )fl>^ U 0 <^/\y^^ (Sphaero 
theca fuliginea K J**?M<D 0 £f/v^$f (Erysiphe gram 
inis f . sp. horde i , f. sp. tritici ) ^ ^^^oifhZ. 
#f (Sphaerotheca humuli h ~7 Kft 0 <*f A/C^j (Uncinula 
necator) ^ }) £f A/^?Fl( Podosphaera leucotrich 



a), y > J^M^( Venturia inaequalis h ^VlUl^f 
(Venturia nashicola) > }J ^ ^ifcMkM ( Gymnosporangi ua 
yamadae ) . ( Altemaria kikuchiana ) , ]) V 

^^mm ( Alternaria mali ) , A £ (Puce 
inia striiformis , P. graminis , P. recondita, P. ho 

rdei) m^n bff tozm^&*7^r« 
[0 0 4 6] *m\K-Wo%-m^ (i) 
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[0 0 4 7] ZZ.X\,^fe#k\*. ^t^tgft£^£> 

[0048] mutts mfttefcb urn, * y 
^-^oL^r^^-r k *>y 

[0 0 4 9] h/W^V, *>>UV X 

? 7 >%kmt*mm, r±b>, * **^**fr v y 

^f;ux-r;v^if^^-r;vS> *#**-&* / 
[0 0 5 0] 3EK:*»iHft^Wo»ASritai-r5fc«) 

\rrdt^ cMcthy^A§) % K 

[00 5 1] *U»fflK:o^r!EK:»L< Jt-<*. JLfc 
tw % an. ?cmoi»t(iy^y 

/i^— tvk # y t^^r^^i^xr/i'^vT y — 



^y^vT/^i^^agiSK^^^/K ^y*t 
y >-sgfl»ss^^^/K y/^tr*yiBj»ii^^/u, #y 

t? v vtK y t^vxfi/y/n y ^ * y ^-^^ 

[0 0 5 2] **M^flyD6j|ilSffl«*«^^ltS- 
«S: (l) T*fc$ftSfl^0£#*H\ SlfflBBffifc: 

io-Ct)****, 0 5-2011 

%, *3fWB"Ctt0. 1-8 011%, fL#JTti:l-5 0 
fiS%, 7n!7y;v|!^(j:l-5 0li%, K5>f7 
n 17 ^/PjWOTftt 1-80 fifi%-Cfc 9 , #* L < ft, 
tt#J"CWt0. 5-5fifi%, *SJ#JT?W:5^8 OfiS 
%. *SR|T?tt0. 5-8fi*%. 

%, 7n!7^vi!^mj;5-3 ofi*%*5J:r5K9-f 7 

[00 5 3] «JSj^jO^*S:tt 0-80 ft%-Cfc 9 , 
affO***B:. 10 0li%3J^*a*»fb^M8i 

[0054] *mmmov>Mm*Wib ^xnm+m 
¥<Dmmmjjmcxh+ftte%)Jd$:mw~tz>o mmm 

^^-y^fciD 5 o-i, o o o stm^xhv, 

L< tt^^-;va 9100^500 g-e*So 

2 0 0-2 0, 0 0 0«#»S-0 
fco.aufii, 0 0 0-5, 0 0 0ftfc$o 

[0055] *#m<D&^m®m\tettL<o®mu « 

o»^«»Jt>«r«-C*>5. 8«HiLtfi«jLS, hy 
f7^^^©7^77 = yMff> f*77* 
h7^nn^y7^oxfy;K ajS***rffe^ ft 

Affile Lxi&myLti, 7xxhn^y, ^>rr^y 
^ eyy7xyf^ ^n/u^y^^, V7yy, 
^zcvh^-h, ^ hoi— k ****** -? 

n^^^ N DDVP, T±yx.— Y, *V**> % E 
PN*y^»«*ail, N AC X MTMC. BPMC, bT 
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V N 7x^1/1/- h^ofi^n^ K*»4#J#3&sfc 
[0 0 5 6] 

6 0%7kmt1-V !J^0.03 g£THF lOmlC 

4 - h y 7;v^d ^ f ;v- 2 - ^ f ;vfry-/v- 5 - 
^V^^iT^ KO. 2 0g (0. 5 2mmol)<£>T 
HF2mllWtITU. 5»MHHft*"t«# Lfe* 
*fc*C|fflK). 0 7 g (0. 9 8mmol) «r*TLfc. 

T^«*UB«lftS:*i»iLT0. 16g (W7 1. 
7%) 

X H NMR(CDC1 3 , 6 fit): 2. 04 (3H, s), 2. 69 (3H, s), 7. 22-7. 37 
(4H, m), 7. 40-7. 70 (5H,m) 

S9t 



[0 0 5 7] ^M^I2 N- (N-^A^/W^e^ 

-N- (2-y=c^;v) y ^-;VA - V ] J V 
* fvw- 2 -*^;V^TV-;V- 5 -#/W?>ifeT ^ K 

6 0%7K^b^ h y ^^0. 0 3 g^THF 1 OmllC 
MM £ *7k #ft#T N - (2-7x^/1/) 7x^ 
4 - h y y;V^n^^/lx-2~^^/V^TV r -/V-5- 
J^tf^KTS KO. 25g (0. 6 9mmol)OT 
HF2ml^*j*TUS:. 5#mmM.&-?mWLtc& 
jyi/Tym^/l'O. 0 5ml £j|8TLfc 0 

Lgl$^£fe&£LT0. 24g (Ifcsp80. 0%) » 

X H NMR(CDC1 3 , 6 ft) : 1. 21 (3H, t J=7. 3Hz), 2. 57 (3H, s), 
3. 41 (2H, m) , 7. 13-7. 18 (2H, m) , 7. 28-7. 50 (7H, m) , 8. 46 (1 
H, bs) 

[0 0 5 8] ro«*«3t«^J:oT»3SS*i«**H 
«^^<o^|9| S2 5-2 7) £^1% 
[0 0 5 9] 
m2 5] 



#* R 1 R 2 R 3 NMR(CDC1 3 , 6 ft) 



1 mt> 4- h 5 7*z* 2. 04 (3H, s) , 2. 69 (3H, s) , 

r V* U 7. 22-7. 37 (4H, m) , 7. 40-7. 72 

(5H, m) 



2 Wf(* 4-h!)7^f^-2-W 7x^ 0.73(3H,d J=7. 3Hz), 1. 00( 
TV 1 5* 3H, d J=7. 3Hz) , 2. 50 (1H, sep- 

tet J=7.3Hz),2.70(3H,s), 
7. 23-7. 57 (9H, m) 



3 «T9J4* 4~Wtftv}fl>-2-m 7*~* 0. 83 (3H, t J=7. 3Hz) , 1. 09- 
-5-fry 1. 38 (8H, m) , 2. 05-2. 81 (2H, m) 

2. 68 (3H, s),7. 22-7. 57(9H,m) 



4 7x/W7tf» 4-Wft*}fJb-2-m 7x~* 2. 64(3H, s), 4. 76(1H, d J=4. 3 
-5-f 7/ Hz) , 4. 79 (1H, d J=4. 3Hz) 

6. 69 (2H, m) , 7. 20-7. 34 (6H, m) 

7. 42-7. 64(6H,m) 



5 N-7*=* 4-H7rt*tf*-2-m 7x~* 2. 28(3H, s), 6. 51 (1H, bs) 
W*' ~5~f 7/ HA' 7. 15 (2H, m) , 7. 34-7. 54 ( 

14H,m) 



[0 0 6 0] 



[t2 6l 



i9* (0-5*) 



NMR(CDC1 3 , 6 fig) 



6 Nrxf* 4-»7A*b^A^2-^A' 7x~/ls 1. 21 (3H, t J=7. 3Hz), 2. 57 (3H 
-5-W !>* , s), 3. 41 (2H, m), 7. 13-7. 18( 

2H,m),7. 28-7. 50 (7H, m),8.46 
(1H, bs) 



7 ^ *-H7*tP^*-2-«* 7x=* 



2. 55 (3H, s),3. 25 (3H, s), 
7. 18-7. 25(2H,m),7. 31-7. 48 
(7H,m) 



8 ftWffr 4rWMMf)>-2-m 7*~t> 



3.47(3H,s),4. 43(lH,d J= 
10. lHz),5. 54 (1H, d, J= 
10. lHz),7. 15-7. 19(3H,m), 
7. 26-7. 50(6H,m) 



9 ft¥*Wt *-WM*rtfi>-2-m 7x^ 2.56(3H,s),3.37(3H,s),3.53 
m -S-frf J* 3. 57 (2H, m) , 3. 77-3. 95 (2H, m) 

4.55(lH,d J=10.3Hz),5.65( 
lH,d J=10.3Hz),7.32-7.44 
(9H,m) 



[0 0 6 1] 


£S93t (o<3#) 




[S2 7] 






## R 1 


R 2 


R 3 


NMR(CDC1 3> 6€) 



1 0 nn 4-WMvtftr-2-m 2-> W 2. 17(3H, s), 2. 44(3H, s), 2. 60 

-s-fry* w*n (3H, s), 3. 94 (3H, s), 7. i6(ih, 

d J=8. lHz),7.31-7.45(2H,m) 
7.53(lH,d J=8. 1Hz) 

1 1 nn Z-Wkt*}f*-\-}f* 7x~fr 2. 08 (3H, s) , 3. 92 (3H, s) , 

4-f 7f U 7. 26-7. 33 (4H, m) , 7. 42-7. 70 

(5H,m) 

12 T pa* MP 4-Wrt*tftr-2-m 7x^ 0. 73 (3H, t d J=7. 3Hz), 2. 10 
77* DA' 2. 35 (2H, m) , 2. 68 (3H, s) , 

7. 19-7. 57(9H,m) 



[0 0 6 2] N- (2->f VT^f/K^^ 

1,9 94 ^$BKiE«tf>ffr£« 



<H*©*ft'CfTofc 0 8*114-11 5t^| »ft 



[0 0 6 3] ##0»J2 N- (2--f y^neV^^ 

4*BB5p- 2 2 1, 9 9 4 f^MKBttttfrfrfe) 
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$mffl i Kfcvvtr- y lt 2 ->r y:/n 

3-124. 5t^|6!Ht^ftS:#fc 0 

[0064] mim&£T#km*»m 
mmmi mi 

0SM3£W/W 4 7««r«-lC»«MR^Lrftail 0 
og&£#£io 

[OO6 5ISBW0J2 *ft#J 

h y * A 2 
^l/TjJCfWW 1 0 0gB£#fc o 

[0 0 6 6] 5^i^3 *ft#J 
ffc^#*l©ffr&»5 0», W4 0», ^y^ 

y h y 5»*sj:t;7^/w-7^ u^^* 
^a*h3 9A5*ta^u *5ft«ioo»*#fc. 

[0 0 6 7] 

y 9 A 1 0«5, TAs*Ar)-79 VVX/Vfrls&t-r V ]) V 

U tMWFJ 1 0 0tt«r#fc« 
[0 0 6 8]WH«I5 %M 

ft^lfc##2oft^liio», ^n^fyio», 

[0 0 6 9] M«li6 7o!7^ 



fyl/*7U*1J-* h y ^ Aig 1 «*5 itJt* 5 4 

»«r*^K^9>f^— TSiSCftWU 7n!7^Jl 

0 0§B£»fc o 

[oo7o] mc*36Wik&to<Dmm%tmmnfiik lx 

KlfcM i -r yyyRfi^rffi65»M»» 

^t*ti7. 5 cmCO^--/]^ Mc^OJRM 
**2*^o£W**fc-f i^i/ (fii:o54Lhy 
79*y7) IC, mm 3 (C2p CTHS *r£r 
£*£K#fcLT, h3fc9 5 0ml-2ofleftL 

WSMd^lB»Lfc4>^ja^«»»E (1 x l o 5 <®/m 
1) £^*±fc:*!I8MU 2 0-2 3U I«9 5% 

otSJEU TSB5t (*1) K:J:9Blittfc*aLft:. 

(*2 8, 2 9) 
fttftS. 0 :3HR4L 

1 : mSEOWBW 5 

2 : JSSE<0BaWS5~2 5% 

3 : mm<Dmm*2 5-50% 
4 : miM>mm# 5 0 %«± 

[0 0 7 1] 

[»l] GSBfcffi (%) = (l-*IKO«f!«/t«I 
K©**5«) x l 0 0 
[0 0 7 2] 
[$28] 
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SS10SE 



[0 0 7 3] 





ttfti&ft&Sl (ppm) 


ftftff (%) 


1 J U7J IU 1— 1 W 


2 0 0 


10 0 


1 


50 


100 




2 0 0 


10 0 


4 


5 0 


33 


T^UvJ IUM "W 


2 0 0 


10 0 


7 


50 


67 




2 0 0 


1 00 


8 


50 


100 




2 0 0 


100 


1 0 


50 


33 




2 0 0 


10 0 


1 1 


5 0 


10 0 



IW29J 



[0 0 7 4] 





*^^»SS (ppm) 


&M6 (%) 




2 0 0 


9 0 


A 


5 0 


6 5 




2 0 0 


2 7 


B 


5 0 


0 



(51) Int. CI. 6 BffifflB* frrtSSS#-^ FI S«J**ffgf 

A 0 1 N 43/56 B 
43/60 
43/76 

43/78 B 
A 

43/80 1 0 1 

10 2 

43/84 1 0 2 

C 0 7 D 231/14 
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241/24 
261/08 
263/32 
275/02 
277/56 
307/68 
333/06 
333/08 
401/12 
403/12 
405/12 
409/12 
413/12 
417/12 



2 3 1 

2 3 1 

2 3 1 

2 3 1 

2 3 1 

2 1 3 

2 3 1 

2 3 9 

2 6 1 

3 0 7 
3 3 3 



(72) ®& 
(72) mm mz. 



m) ^mm mm muk 
(72) *m 

(72) ffifL «- 
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